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AB The title compds . [I; one of Rl and R2 = Z-S02-Arl and the other = R4 ; Z = 
O, NR5; R3 = Oh, halo, Cn, etc,; R4 = H, OH, halo, etc.; Arl = Ph, Cl-3 
alkylphenyl, naphthyl, etc.; R5 = H, Cl-6 alkyl, Ph, Cl-3 alkylphenyl; Y = 
0, S, S(0), SS(0)2, NR22; R22 = H, Cl-4 alkyl; n = 0-4; B = II, III, IV, 
V; XI, X2 = a single bond, CH2] , useful as competitive inhibitors of 
trypsin-like proteases, such as thrombin, and in particular in the 
treatment of conditions where inhibition of thrombin is required (e.g. 
thrombosis) or as anticoagulants, were prepd. Thus, reaction of 
3- [2- (4-cyanophenyl) ethoxy] aniline with benzenesulf onyl chloride followed 
by treatment of the resulting N- { 3 - [2 - {4 -cyanophenyl) ethoxy] phenyljbenzene 
sulfonamide with HCl (g) in EtOH, and treating N-{3-[2-(4- 
ethoxyiminomethylphenyl) ethoxy] phenyl}benzenesulfonamide.HCl with NH3 (g) 
afforded the title compd. VI. The title compds. I described herein were 
tested for thrombin inhibition and were found to exhibit an IC5 0 and/or Ki 
(as appropriate) of < 0.3 .mu.M. 

IT 201933-65-5P 201933-67-7P 201933-68-8P 
201933-69-9P 201933-70-2P 201933-71-3P 
201933-72-4P 201933-73-5P 201933-80-4P 
201933-81-5P 201933-82-6P 201933-83-7P 

201933- 84-8P 201933-85-9P 201934-61-4P 

201934- 62-5P 201934-63-6P 201934-64-7P 

201934- 65-8P 201934-71-6P 201934-72-7P 

201935- 44-6P 

RL: BAC (Biological activity or effector, except adverse); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; USES (Uses) 

(prepn. of new amidino derivs. as thrombin inhibitors) 
RN 201933-65-5 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ (phenyl sulf onyl) amino] phenoxy] ethyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HCl 



RW 201933-67-7 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (2 -chlorophenyl) sulf onyl] amino] phenoxy] e 
thyl]- (9CI) (CA INDEX NAME) 
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NH 




RN 201933-68-8 CAPLUS . , ^ 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (2 -chlorophenyl) sulfonyl] ammo] phenoxy] e 
thyl]-, monoacetate (9CI) (CA INDEX NAME) 

CM 1 

CRN 201933-67-7 

CMF C21 H20 Cl N3 03 S 



NH 




CM 2 

CRN 64-19-7 
CMF C2 H4 02 

0 

HO- C- CH3 

RN 201933-69-9 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ ( 2 -cyanophenyl) sulfonyl] ammo] phenoxy] et 
hyl]-, monohydrochloride (9CI) (CA INDEX NAME) 



NH 




• HCl 



RN 201933-70-2 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (2-f luorophenyl) sulfonyl] amino] phenoxy] e 
thyl]-, monohydrochloride (9CI) (CA INDEX NAME) 



09/763,740 



NH 




• HCl 



RN 201933-71-3 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ [2 - (trif luoromethoxy) phenyl] sulf onyl] ami 
no] phenoxy] ethyl] monohydrochloride {9CI) {CA INDEX NAME) 




• HCl 



RN 201933-72-4 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (4-f luorophenyl) sulf onyl] amino] phenoxy] e 
thyl]-, monohydrochloride (9CI) (CA INDEX NAME) 



NH 




• HCl 



RN 201933-73-5 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ {2 , 5-dimethylphenyl) sulf onyl] amino] pheno 
xy] ethyl]-, monohydrochloride (9CI) (CA INDEX NAME) 
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• HCl 



RN 201933-80-4 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (2-chlorophenyl) sulfonyl] amino] 
methylphenoxy] ethyl] - {9CI) (CA INDEX NAME) 



NH 




Me 



RN 201933-81-5 CAPLUS . 
CN Benzenecarboximidamide, 4- [2- [3- [ [ (2 -cliloroplienyl) sulfonyl] amino] 
methylphenoxy] ethyl] monoacetate (9CI) (CA INDEX NAME) 

CM 1 



CRN 201933-80-4 

CMF C22 H22 Cl N3 03 S 




Me 



CM 2 



CRN 64-19-7 
CMF C2 H4 02 
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0 

II 

HO- C- CH3 



m 201933-82-6 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [2-methyl-3- [ (phenyl su If onyl) amino] phenoxy] et 
hyl]- {9CI) (CA INDEX NAME) 




0 



RN 201933-83-7 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [2 -methyl-3 - [ (phenylsulf onyl) amino] phenoxy] et 
hyl]-, mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 201933-82-6 
CMF C22 H23 N3 03 S 



Ph- 




0 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F-C-CO2H 
F 



RN 201933-84-8 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [4 -methyl -3- [ (phenylsulf onyl) amino] phenoxy] et 
hyl]-, monohydrochloride (9CI) (CA INDEX NAME) 



09/763,740 




• HCl 



RN 201933-85-9 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3-methyl-5- [ (phenylsulfonyl) amino] phenoxy] et 
hyl]-, monohydrochloride (9CI) (CA INDEX NAME) 




• HCl 



RN 201934-61-4 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (2 -cyanophenyl) sulfonyl] amino] phenoxy] et 
hyl] - (9CI) (CA INDEX NAME) 



NH 




RN 201934-62-5 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (2 -fluorophenyl) sulfonyl] amino] plienoxy] e 
thyl]- (9CI) (CA INDEX NAME) 



NH 




RN 201934-63-6 CAPLUS 



09/763, 740 



CN Benzenecarboximidamide, 4- [2- [3 - [ [ [2- (trifluoromethoxy) phenyl] sulfonyl] ami 
no] phenoxy] ethyl] - {9CI) {CA INDEX NAME) 




RN 201934-64-7 CAPLUS . -, ^ t 

CN Benzenecarboximidamide, 4- [2- [3- [ [ (4-f luorophenyl) sulfonyl] ammo] phenoxy] e 
thyl]- (9CI) (CA INDEX NAME) 



NH 




RN 201934-65-8 CAPLUS . 
CN Benzenecarboximidamide, 4- [2- [3- [ [ (2 , 5-dimethylphenyl) sulfonyl] amino]pheno 
xy] ethyl]- (9CI) (CA INDEX NAME) 



H2N- 




CH2-CH2- 




RN 201934-71-6 CAPLUS . , ^ 

CN Benzenecarboximidamide, 4- [2- [4-methyl-3- [ (phenylsulfonyl) ammo] phenoxy] et 

hyl] - (9CI) (CA INDEX NAME) 




RN 201934-72-7 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3-methyl-5- [ (phenylsulfonyl) amino] phenoxy] et 
hyl]- (9CI) (CA INDEX NAME) 
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RN 201935-44-6 CAPLUS 

CN Benzenecarboximidamide, 4- [2- [3- [ (phenyl sulfonyl) amino] phenoxy] ethyl] - 
(9CI) (CA INDEX NAME) 
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chain nodes ; 

7 8 9 10 11 12 19 20 21 26 

ring nodes : ^ 

1 2 3 4 5 6 13 14 15 16 17 

chain bonds^: ^ ^^^^^ ^^ ^^ 

ring^bond5_: 

exact/norm bonds : 

7-8 19-20 19-21 
exact bonds : 

5-7 8-9 8-26 9-10 10-11 11-12 12-13 

normalized bonds : ^-^ ^ ic icic ici7 itir 

1-2 1-6 2-3 3-4 4-5 5-6 13-14 13-18 14-15 15-16 16-17 17-18 



""^^^liito? 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:CLASS 8:CLASS 9:Atom 

11 -CLASS 12: CLASS 13: Atom 14: Atom 15: Atom 16: Atom 17: Atom 18. Atom 
20: CLASS 21: CLASS 22: CLASS 26: CLASS 

Generic attributes : 

Saturation : Unsaturated 

Number of Carbon Atoms : less than 7 
Type of Ring system : Monocyclic 

Element count : 

Node 9: Limited 
C,C6 



10: CLASS 
19: CLASS 



